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iff 5p 10 — 040148 



i ] TfiB-uiss; [i] 
ut l ] 



=^;i/«> gg|g£^LTV 1 *T : fe>J:V 1 »y;i/>r — /HE, gg^fc^LTVMr^i^y 

t^^t;!/^;^ gm*£^bTv^%i:VNy;i/£--;i^ fis^ttx 
y-;i/^-^s/^j;i/^-;va> g^fc^bTv^T* £v i *y;i/:3f;]/ ; fcb< ttru- 

J: 1*771/3 dp g^«£;frbTV*'r : fe;J:V*7y-;i/;f= 3 f£<'S> Sfcttfc 

&g (>f > K-^/«©fi^l#■&'^2 f 4■ f 5 f 6&SV^tt7fil) & & ^lCg^S©S^tt 
JU^Jl/m. g£IS£^bT^T : &<fcV\7;i/^-;i'S> gSSUiS?:^ bT % J: V* 
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ffilE#¥ 11-30 




1 0-04 0 1 4 8' 



wmm*HLx^x%&^7v-fr**i/m, n^mzuLx^x* 
jm, - hum. s^ls$:^uTv^T : &J;v^T^ j £M$/\u>fym?zm 
xmmt<tio&&z%®&fi£tz7tfh-i/x%imMo 

m^mmmm (sm , iiitiies (als) , n-*yvym> )\y^y 

[31*54] ±ffi— jR5S[l]T*SS*i<62-^n-3->f y KU/I/7W * Fg&gft 
3> 3WJfi^&IIi1Wt*itK:**^©3iffo^l»*fett«&*il. 

*tf*©tfe©ji»tt#«iHjia5E (dnd) KLj$+&wmmi&jezwM't&z£K*. 
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• # 
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A^&B&fcft-tz* stmmomznffl-t&z z.v:&&fflR<Dmtf<D : ?ffi 

# aids) icm-ts> Ti«jis©^&«iffii , rsiaK:j:s3e«©3if?© ; ^i»*fctt?&* 

o] ±ia-^[i]i?ig$tie2-^n-3-r>Fu;i/v^-f ^ f§§# 

toxic epidermal necrolysis, TEN), #^mS^^ if © IR 

^&j&e>tfK:#*itfie££js (gvh) ic^-r*, ic*ri-£. «jE£#JM-r£3 
i] ±sB-^[i]T^$ns2-An-3--r>Ku;i/vi/>f ^ \?mm 

Mtafcgi 2] ±sa-«5£[i]*e*s*i*2-An-3-^ r > KU;i/vK ^ Fi§# 
3] ±ffi-«^;[l]-e*Sti*2-An-3->f >FU^vi/-Y$ F&* 
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m&mi 6] ±ffi-«*[i]T?*stis2-/\n-3-> r> ku^w s k$* 

[0 0 0 1] 
[0 0 0 2] 

\z t o t &m&mm<?>mi&m. # tc y # h - */ * # m o x v ^ & - 1 &m * t 

mt>fr£.te-DT£f=. (Science, 267#, 1456K, 1995^) . 

Mxtf, 7;i/7A>fV-i (Bio Science fflJg^^f^U - : T V — i/ 7> / 
»E5*»!HHr, 168H, 1996^) , WMttlSSliS (spinal muscular artophy, SM 
A) (Bio Science »fi5>f^7'J- : 7jK h - S/^/H»B£^8fJflr, 173H, 19 

96^) , mmm&mmmtm (als) (bio science mm^^-f^y- ■ 

-S/X/HiEfSUtt, 176K, 199630 , n-*yvym (J. Neurochem., 69 
#, 1612K, 199730 , ny^-yhym (J. Neurosci., 15^, 3775K, 1995*£ 
) , HSlll&jRIgtt&^iSftWt (Bio Science mm?4zf?V- : Tstf h-S/*/ 
H»BS^J81I#, 196K, 199630 , /MKXffi, «f^*«3i[3a;if©#jgaEtt^«i 
(Progress in Drug Research, 48#, 55K, 199730 % |^Xbn7-f - (J. 



mSE#¥ 11-3017423 



10 — 040148 



Clinical Investigation, 99#, 2745R, 199730 „ i^tfif tcj;§iiAfeJ; 
tf^O&(Om$&&WWiM%&ft> (DND) (Bio Science ffi^'f^'J- : Ttf h 
-S/X/HJ^E^glW, 180, 182K, 1996^) , >M^^lC£3^lfM£;i>^B 
Ot>f£j^jfilfc?f?§l^|g«) . ^^f;i/Xtt«, SBMttM^ (&§BMv[>3£ 

Mfcti^foMfe (Bio Science M7>f^U- : TjK h - S/X/H^^Mffi- 
, 198K, 1996*£> lfit13f£|*&, 7%, 357, 364, 370H, 199730 , TJVn-Jl 
ttJJFifc^-f^XftflTlfc (Bio Science M5>f^7'J- : T rf< h - ^X/HJ^ 

gfgijt, 190K, 1996^) , &mfaw&^mfa&mmm£.mffim<Dwm& (bio 

Science Mfg^>f yT^U- : T V - is 7* / , 192K, 199630 , 
^'KAft^^S? (AIDS) (Bio Science JBM^-f : T^Kh-^X 

•/UStBS^JBOW. 156K, 19963^ jfil?& • Aft • 2#, 432K, 199730 , 

tf»#tt*£«*Elft# (TEN) , #^^ffi'[f^^H©l^^'K^W^B^^3e^e> 
tf&C#*fi;t?i£HJ£ (GVH) (Bio Science jg§g^>f : TsKh-S/X/^ 

J^^SOflfr, 194K, 199630 . ZblZlttkttBBm (Bio Science M7>f^ 
^U- : TsKh-S/:*/H»E5*8W, 160JC, 199630 ^>Jrt*SffK:J:«SIf^ffl 

(Bio Science jHl7>f^7 T J- : TaK h - S/^/^KE^JSW, 162K, 1996 
30 , MfclM (Critical Care Medicine, 25^, 1298H, 199730 , M&^&flc. 
&Ml3iZ<DltM£k1&J8.& (Leukemia, 7^, 144K, 199330 . ^>7'J«tt 

(Diabetes, 44#, 733H, 199530 , ? D>f V ~7 ac;i/ h --Yn^^if 
<Z)"/U^">^ (J. Neural Transmission. Supplementum, 50#, 19lK» 1997^ 

[0 0 0 3] 

NMDA«s£0fi[r£JS«&7 3 y^FasU^> K£ft^3ftS «fc 3 fclfllSajR&if 
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t 3j< h - s/ ^^/©€3**%Tas'e tt-st© > n r - -tf-c* & & 

2119H, 1996^) „ 
[0 0 0 4] 

*5M>fc£©JftlMtar!U ^^A-ifM^^tSf^^ KM©B&W8I&if#*iS>*i 

T^£#U£&& : fc©<Z> (Proc. Natl. Acad.Sci. U.S.A. , 90#, 7951K, 1993*£ 
, Nature, 367#, 368M, 1994^, Proc. Natl. Acad.Sci. U.S.A., 89^, 1124 

9K, i992f£) , ffiMim^*xrt-vM<DmmMi*mmi/*frommzm^t> 

[0 0 0 5] 

^E^ 3 ra^^bT#^^^<Z)^^#^^tlTV^fc^ («A«W095/30682, WO 
97/34890, W097/09339, #^2-174778) , Zltl £ ©Sl^fttfTtf h - i/XWM 

ftJ3 Zyjkir r £ ico vnt li— 

[0 0 0 6] 
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[0 0 0 7] 

mm & mm? & tc & <D^m 

e> a, mm.mi b fc^m. tsb<z>2-/\ n-3--f > f v w ^ km 

•tte£>*>*mmiz. Tie— 

[0 0 0 8] 
Ut 2] 



[0 0 0 9] 

3f;i/*, g^gSr^bT^T^^y^ri;!^ gglS^WbTV^*; £V>y 
;i/=3p— ^fcteg^Sfc^bTv^^^y y-;i/S, t Kn^i/;i/S, g 

gaS£^bTV^%J:^y^ R 2 te*fSM^\ g^«£^bT^ 

TfcJ^y/]/3f/l/g, g^g£;g'LT^T ; fc«fcv\7;i/;r— g^Sfc^bT 
V^^i^T;!/*-;!^, t^JmrnSfc^bTV^^cfc^y U g&S 
fc^bT^T^k £V>yS/;i/*, g^K£^bTV^fe.fcV\y;i/:3df S/=fob< 

U -;v^-^ri/^;i/^-;i/a, gg!«£^bTv>T%J^7;i/ :3 f;i/ : feb< liT'J - 
^rt-^/i/stf-zHS, g^Sfc^br^T* £v%y^ y g#lS£ 
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10-04014 



%±v\7;i/n3f$/;]/^ % e^S^WbTV^T : fo <^:v^7U-;I/^^i/*, Sfclifc 

fig (>f y F-;i/at0ffifi##T?2,4,5,6&$v*tt7ft) &e>tficttmscDg2gJi 
*£v*7/i/*/i/*fc»7y-/i/*;i/2fc-/i/3k fi^S^LT^r^cfc^^n 

3f$//H£, fi$«£^bT^Tfc<fc^7l>-;i/:*3f$/g, fi^S*:^ LX t> 
&^Tfr*rfr%L<\ii7V-JUttr& Kn*S//i/2S, i/7 
-hD*, *SliE&£LTVvt*J:t>7$>>ak * feiiAn^^SS 

LTfF^£ SS&^J&jfc&i: 1-67^ h - $/*#MBI8!U 7/1/^ A>f ^-Jfc, 
%m&Mmn& (spinal muscular artophy, SMA) . ffimM&mmmm (ALS 

) , A-*yvym, /\y?yhyffi. HBKfeaRSttfi^JBftW, ./MKSEtt&if 

s V4fr*&m&> aa&gttiM&&, ne* 

*±&&m (aids) tcft-ts, mmftTMMvttzwmtzztiz&zfcftvm 
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ftcD^mttc&mmm. t¥m*&m.&.mmm (ten), z<D$m 
tt^^m^ffii^^^^^^tfi^iM^ (gvh) tcMts, mssm^nm-t 

iz&z&ttaimfi&^mt. fritmmm. MMmm$uz&? mm^ l < 
mmz&z>wmmztt-?z>, m&jzznfflirzz£K&&mm^wwm<D^ffii> 
h<i*mmn. %titmzft-tz>. mmm^nm-t^^tiz^^m^mn^m 
$Lt^mmm> n^A^M^^o^m^mmiz^-t^. -wm^mm^ 

[0 0 10] 

etrahedron Lett., 26#, 4015K, 1985^, Tetrahedron, 44#, 2887K, 1988 
Tetrahedron, 53#, 585R, 1997^ Synthesis, 1511JC, 1995^ W095/30 
682, W097/34890, W097/09339, 4#lfM¥2-174778) % b < ItMWi^mz «fc »J 

[0011] 

v:/^;i^ s-^;i/^ N t-^;i/S. -fy^>f;vi> 

^^pt/;i/S> -rS'/i/S* t/^u-f 

[0 0 12] 
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ffiSE#^ 11-301 




#5p 10-04014 8l 

as*!*, era> n^?tiT**)&<, ^«M2~3o©7M 

2-s\%-ty-i-i)i^ s-^-ky-i-jfrgy 2-i/^u^±—)i^ 2 

- 1 — T 8,ll,14-A^f*h'Jl>l->f^SS, 4,7,10,13- 
->-W;i/^ $7ty-i->t)i&, 9,12-;fr?# 

'-W;i/S, 9 ,1 2 , 1 5-;T##x# h U x>-W 6,9, 
1 2-;t?*f r :27 hUx>-l— f;i/^> 5,8,1 I,14->f3tfh9x>-l- 
-f;i/». 5,8,1 l,14,17->fnif/<>^X>-l-^M, 4,7,10,13 
, 1 6,1 9-K=l-9-/\3r-!*-X>- W;i/*, fciftffctf&fl*. 
[0 0 13] 

*l&tt[tfrp, rgg|a£;£L/TV^ : k£VA7;i'3f-;i^J JCfctt£7;i/3r-;i/ 

mtit. *^-f*nf%j:<, «Atfiiat»2~3o©7^ 

-/i/3t, Mftifticttxf--;i,», ^nA;i/df;i/S> i-^>^>-i— f 2- 
5 s >- 1 ->f if tf £ *i 5 . 

[0 0 14] 

71/^ if if 7 x 4 - tr y 2 -tr y y/i/g, tf y ^ 

tf^^-;i/«, tfy^-^;i/& tr^^-jm, hf^/y;i/K, -f^# 
yy;vs, ^-y;i/S, tfny^g, >f>Fy^/3S> 7y/i/3Sfc£tf&tf$>*i* 



[0 0 15] 
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y^n^i/g. £nh/-f/i^> ^OV^iiS. t7h-f;H, 

[0 0 1 6] 

z/%jitf- ;i/2£j jc & w s r ;v n * s/ u < » r u - * # ji-^-^m 

[0 0 17] 

n*m, aw, ^mmommm. &&^i* : %^M^-ftix*j&<. mx.it* 

4 y -fu ¥;vnrjj)itf—)im. -f^A/^-atij)^-)^. t-^jif-XjDVtf 

[0 0 18] 

n^>^;i/7 ^ y ;i/*> $/* s>;i/y ^ J 



l l 
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o 

[0 0 19] 

(cfe^§7U-;i/ : fe)b<tt7;i/^;i/x;b*^;i/Sij:, efctt, #H£tt ft 

[0 0 2 0] 

rg^£;^Tv^&c^7;i/:2^>;i/*%L<k]:7U-;i/# 
$C2~3 0©7;i/=idpS/;vS : feL<a7U-;i/^=3pS/S, *#:iftfc&* h^ri/S 

[0 0 2 1] 

castt*, 7;i/^;i/%L,<ii7U-;^^-s^ ftft 

[0 0 2 2] 



ffi£E#¥ 11-301 
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[0 0 2 3] 
[0 0 2 4] 

±sBT;^^;^S> r;i/^-;i/S. t;v^-;i/«. r'J-M, T$/;i/S> 

# LTii> M^-iir^^;^ y;v3f-;i/*> 7'J-M, rwi/ 

ikWtemm£.mWix*$>2>o ^<Di&<Dnmmthxit. 7^;i, — 
hum. y^;«(y^;i/tt, y;i/n^>>%b<&yy 

[0 0 2 5] 

yx^/i/y$>su x#y-;i/y * ys?>£, r;i/=¥->^ ^p^y>a 

vmsL. v>mm.. 9 mEW&* vy^wt. %mm. v 

?n>ll 77;i/iS, n/\>7Wti&* S/atflk yxn;i,fcf>®eik^##tf 



1 3 
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[0 0 2 6] 
[0 0 2 7] 

mftnmMi*. *<D££&m, a^/i/Si, mmtr^m^ommtLxm 

yj^nj/^A^iffiii, ii^f7 , j;i/7^3-;i/ : fe)L<{i'<> 
, % )\,T$*i/ )\>M fru- t.*)L <\$m Kn^S/^ntTji/j^/b-fe/i/n-;** 

[0 0 2 8] 
[0 0 2 9] 



[0 0 3 0] 
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[0 0 3 1] 

# [0 0 3 2] 

[0 0 3 3] 

mRxf^m-t^^. se>jcs#©¥». *jbk:j:ot**«^ sift 

1 H^Jl~1000mg, L<t±5~ 500mg *e**J, 1 [II&Vn LjREIJCJb W■Tfi-£'*- 

[0 0 3 4] 

[0 0 3 5] 
[fUS&W 
[0 0 3 6] 
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:X 


= Br, R 1 


= CH 3 ,R 2 = 


R 3 =H 






:X 


= Br, R 1 


= CH 3 , R 2 = 


COCfeu, R 3 = 


H 


fl^33 


:X 


= Br, R 1 


= CH 3 , R 2 = 


H, R 3 = 5-CH 3 






:X 


= Br, R 1 


= CH 3 , R 2 = 


H,R 3 = 7-CH 3 






:X 


= Br, R 1 


= CH3, R 2 = 


H, R 3 = 5-CI 




it£® 6 . 


:X 


= Br, R 1 


= CH 3 ,R 2 = 


COO^u, R 3 = 


5-CH 3 


lfc£$J7 : 


X 


= Br, R 1 


= CH 3) R 2 = 


COCfeu, R 3 = 


7-CH 3 


<b^8 : 


X 


= Br, R 1 


= CH 3 ,R 2 = 


COO'Bu, R 3 = 


5-CI 


it£® 9 : 


X 


= Br, R 1 


= R 2 = CH 3l 


R 3 = H 




0 : 


X 


= Br, R 1 


= CH 3 , R 2 = 


(CH2)6CH 3 , R 3 


= H 


[0 0 3 7] 













tan 











(tfM) 


(wM) 




15 


it£® 6 3 




10 


lt£® 7 7 




3 


<t£® 8 7 




10 


it^m 9 * 15 


<t£® 5 


15 


fb^io" 3 



* snp^s^ 1 8 mm~?mfe, " m 3 5 mmcmfe. 
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[0 0 3 9] 

fflMWuBBM (Porcine Ovarian Granulosa Cells, POGC) (E 
ndocrinology, 136^, 3470H, 1995^) IC#£W "/#MI<fc U ^<t«*Lfe. 

i©i(BI6d9-HS:PBSK:||»IBLSrJ t aft^lB't«tftffS:3 IS< »J ***.l/*HJfi«:iSfc 
M5 C tfcJRi:bT#e»*lfePOGCS:««I (10%tf^ifil?if &^t?DMEM) 

# (37°C , 556 C0 2 ) 2 H !9C0 2 -f > ^fn.^- # -T*ig# b£<Z>*>> #5gifflB&£l& 

<-&lCigi&££g|U iW^>7^x>h (0.7-2 x 10 5 3M/well) tc 

?f £-^i;&V'>DMEMit:lfe (5 fig/ml h^>X73LV>, 40 ng/nL 7\>f Knn;i/ 
4 mg/mL ^7$/lfil^r;i/^^> (BSA) , 100 nM T > KU > £ 

*tf) T*^#L/feo 3CDP0GC&C, N0f8£«|gfc LT^ie>^l-5SNP (-hn^i/ 
KthU^A, Na 2 [Fe(CN) 5 N0] , 0.5 mM) £j&0*-£ £. 6 ^r^O^^lii-^T 

[0 0 4 0] 

J&b£ 0 £7Mfc-£^3~9 ®^lCg|LT^T©##MiC^-ro 

[0 04 1] 
##M l 

[0 0 4 2] 
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[ft 4] 




H 

[0 0 4 3] 



5-*^;i/>f >K-;i/ (150 mg, 1.15 mmol) £THF (3 mL) (C*gfr b £MtC40 
TC ICT0.96 HlftXf;i/7^*i/^^ (1.20 mL, 1.15 mmol) &flD;L 40 *C 
\ZX30^mmWLt^ B KfamZ£&&T°#ML, (Chem. Ber., 764 

K, 1964^) {C^oT^L^2,3-^^D i E-N-^^;i/Vl/-f yA % F (155 mg, 
0.575 mmol) £THF (5 mL) fC^frLfc^SriOX., ^fCT-M#Lfe 0 * 
#TM^O0K*A,^*Mi (0.5 mL) fcflUAT^LfciL mW§M\ZZi 

yTHF£M£U ^il»£^nn*#>T*ttffiL£o 

mm^Tfr : n-/\^rif>=l:10~l:3) {C^oT^U ffc-£#>3 (185 mg, qu 
ant) Zffi&Wfc£LTm=.o 
mp 158-159 t: 

*H NMR (CDC1 3 ) 8 2.51 (s, 3H) , 3.18 (s, 3H), 7.13 (d, J=8.4 Hz, 1H), 7. 
33 (d, J=8.4 Hz, 1H), 7.82 (s, 1H) , 7.96 (d, J=3.0 Hz, 1H) , 8.66 (brs, 
1H). 

IR (KBr) 3360, 1690, 1590, 1420, 1370, 1150, 1090, 800, 730, 600 cm" 1 
MS m/z 318 (M + ) 
[0 0 4 4] 

[0 0 4 5] 
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[ft 5] 






O 



CH 3 



O 



Br 



[0 0 4 6] 

7-;*^;W>K-;k (153 mg, 1.17 mmol) &THF (3 mL) iC^fr bfc?g?£fC. 
40 X: ICT0.96 M^ftX^;i/V^^S/^A (1.22 mL, 1.17 mmol) fcflllX., 40 
TC JCT30#|fflfll#bfc. S/S*&Sa*T??fr«IU 2,3-^n=E-H-^^7l/ 
>f >.>f 5 K (158 mg, 0.588 mmol) &THF (5 mL) iZ%$-frLfc¥$fflLZ:lJIS%-. 
JCT2H5rH*#Lfc. *?^TSJSIfiK:20X<^.A/St7K»« (0.5 mL) &MZ.TmW 

Ai?n7b^77f- (@f^X^;i/ : n-/\3f-t*->=l:10~l:3) tCioTW^L, 
-ffc£*4 (171 mg, 91%) ^^Hfttltifc 
mp 153-156 TC 

h NMR (CDClg) 6 2.54 (s, 3H) , 3.17 (s, 3H) , 7.1-7.2 (m, 2H) , 7.88 (d, 
J=7.6 Hz, 1H), 7.99 (d, J= 5.0 Hz, 1H) , 8.69 (brs, 1H) . 
IR (KBr) 3320, 1690, 1430, 1380, 1150 cm" 1 
MS m/z 318 (M + ) 
[0 0 4 7] 

[0 0 4 8] 
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lit 6] 




■ 

H 



[0 0 4 9] 

5-*nn>f > K-/l> (153 mg, 1.01 mmol) £THF (3 mL) IC»L£?§?&IC, 
40 TC ICT0.96 M^ftx^V^S/tfvk (1.05 mL, 1.01 mmol) 40 

<iy4 X F (136 mg, 0.505 mmol) &THF (5 mL) C»#Lfc*ilKt:JD*., 
tCT2^ra«ffLfe. *?&TSJS*K:20X<^.A/lteK»* (0.5 mL) &#llx.TJf 

A?D7h^57-f- (#Kxf-^/:n-^^>=l:lO~l:3) JCfcoTWJSU 
ft^5 (146 mg, 8550 bT#fc. 
mp 227-229 *C (decomp.) 

h NMR (CDClg) 6 3.18 (s, 3H) , 7.2-7.3 (m, 1H) , 7.38 (d, J=7.2 Hz, 1H) , 

8.0-8.1 (m, 2H), 8.78 (brs, 1H). 
IR (KBr) 3350, 1690, 1600, 1410, 1370, 610 cm" 1 
MS m/z 338 (M + ) 

[0 0 5 0] 
##M4 

[0 0 5 1] 
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[ft 7] 



H 9 C 




CH, 



H 3 C 




[0 0 5 2] 

tt,&%9 3 (118 mg, 0.370 mmol) £THF (5mL) iC^^bTt^^iC 4 "C IZX 
it-tert-ttfl/ b (97 mg, 0.44 mmol) £.P*?-)VT$ JifV V> 
(2.3 mg, 0.019 mmol) £#Dx., 4 °C lCTl^f^#bfe 0 Hf5?££MJE^iiL 
. »i"JAW7A^D7b^77-f- (ft-^X^;!/ : n-^\dp-9->=l:10 
) tiotilbt, (75 mg, 48%) ZMteMfct LT#fc„ 

mp 76-79 r 

X H NMR (CDC1 3 ) 8 1.69 (s, 9H) , 2.47 (s, 3H) , 3.19 (s, 3H) , 7.21 (d, J=8 
.4 Hz, 1H), 7.60 (s, 1H), 8.08 (d, J=8.4 Hz, 1H) , 8.14 (s, 1H) . 
IR (KBr) 1700, 1430, 1360, 1240, 1140, 1060 cm -1 
MS m/z 418 (M + ) 
[0 0 5 3] 

[0 0 5 4] 



2 1 



ffi$E4#^ 11-3017423 




t-Bu 

[0 0 5 5] 

• flS^ft4 (100 mg, 0.313 mmol) SrTHF (4 mL) CfcfrLfcigSK:, 4 TC ICT 

iz-tert-^-f h(82 mg, 0.38 mmol) *?*^;i/73 ^ *TU > 

(1.9 mg, 0.016 mmol) fcftr*., 4 TCCTl«ria«J¥, S & C£SK1T1I$RI*# 

X^;i/ : n-/\^i?->=l:10~l:l) Ciotiilt, it^l (139 mg, quant) 

mp 54-57 TC 

*H NMR (CDC1 3 ) 8 1.67 (s, 9H), 2.66 (s, 3H), 3.18 (s, 3H) , 7.1-7.3 (m, 
2H), 7.59 (m, 1H) , 8.05 (s.lH). 
^ IR (KBr) 2960, 1710, 1610, 1430, 1380, 1210, 1140, 1040, 850, 740 cm" 1 
MS m/z 418 (M + ) 
[0 0 5 6] 

[0 0 5 7] 
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[0 0 5 8] 

0 it-SmS (88 mg, 0.259 mmol) $:THF (3.5 mL) iZ&frLfc^mz, 4 °C IZ 

TP-tert-^Jl h (68 mg, 0.31 mmol) HV^^frTS. J tT U 2? 

> (1.6 mg, 0.013 mmol) fcitrA., 4 X; ICTl^ISI*!? Lfc. &J£tt«:«JEE**6 
U jl^i/'Jiim^^nTh^?^ (ftBfc^/l/ : n-/\3f-tf->=l:l 
0) lC£oT»$gLT, fl^»8 (89 mg, 78%) «fe«feBfti:UTfffe. 
mp 155-157 °C 

h NMR (CDClg) 6 1.72 (s, 9H), 3.20 (s, 3H) , 7.36 (dd, J=1.2, 8.4 Hz, 1 
H), 7.83 (d, J=1.2 Hz, 1H) , 8.14 (d, J=8.4 Hz, 1H) , 8.21 (s, 1H) . 
IR (KBr) 1700, 1510, 1440, 1360, 1260, 1230, 1200, 1140, 1060, 1000, 820 
^ ,750, 700 cm" 1 
MS m/z 438 (M + ) 
[0 0 5 9] 

[0 0 6 0] 



11-3017423 




H CH 3 

[0 0 6 1] 

J: »j£jfcLiMt£ftl (100 mg, 0.327 mmol) £7-feh> (10 m 
# L) izmfrhtcmmz. JB»#y ?A (49.8 mg, 0.360 mmol) % ftWZ'Vt+ft 
MM (0.04 wL, 0.43 mmol) W^T, -M#L£„ ( 

5mL)£#tJji. «E**|K: J: »J 7* h n tJ* * > 

*^*5i»i'n7hy57-f- (Bti?X^;V : n-/\dpif>=l:10~l:3) (C«fco 
T»RU ft£fl>9 (89 mg, 8535) &fc»£H#fc LTftfc. 
m P 155-158 °C 

h NMR (CDClg) 8 3.17 (s, 3H) , 3.89 (s, 3H) , 7.2-7.4 (m, 3H) , 7.90 (s, 
1H), 8.06 (d, J=7.6 Hz, 1H) . 
^ IR (KBr) 1770, 1700, 1580, 1510, 1430, 1370, 1230, 1150, 1120, 980, 800, 

730 cm -1 
MS m/z 318 (M + ) 

[0 0 6 2] 
##M8 

[0 0 6 3] 
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[ft 1 1 ] 




CH 3 
N 




O 



CH 3 
N 



O 



■ 



[0 0 64] 



DMF (0.5 mL) KlHS b fczKSSft:*- h U * A 60-72%, 34 mg) IC, ^ 

0 OD^^ICJ: y^-^bfeft^-^1 (130 mg, 0.425 mmol) (DDMF^^ (2 mL) £#0 
X., ^fi*e30#ia«#bfc. £©»^»»Cj|ft n-/\^;i/ (0.60 mL, 4.3 mmol 
) fejflniL. 40 1Ctl.5«#Lfe„ £j£?fc&*EE«»bTDMF&eSbfc«, 
yfc (50 mL) <feflD*., i?^nn^*> (200 mL x 2) Wt&Ltt to (100 mL x 1) 
lC«fc*J«mb^o 3£«»&-&;foit\ *Sfc (50 mL x 2) fiL aiT^S/^ATf 

Rai^/I/ : n-/\=3f-9->=l:10~l:l) JC^oTWJSU ft^«10 (39 mg, 23%) 

S:»£$frlK«>K4:bT»fc. 

2 H NMR (CDClg) 5 0.8-2.0 (m, 13H) , 3.16 (s, 3H) , 4.20 (t, J=7.2 Hz, 2H) 
^ , 7.2-7.5 (m, 3H), 7.95 (s, 1H) , 8.08 (m, 1H) . 

IR (KBr) 2950, 2880, 1770, 1710, 1620, 1510, 1440, 1390, 1210, 1180, 113 
0, 1020, 980, 840, 810, 740 cm -1 
MS m/z 402 (M + ) 
[0 0 6 5] 

[0 0 6 6] 

s^cK-^bTv^^-r^T©^m©^R& ; bb<«^^c^M^#A^tl<5c 
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, Tfryjuv-its. ffimm®.wmm<t&. *—*yvym* 

}\y*yvym. mm&mm&fc. m^m. /Mttt, m&m&n&tnz<DW& 

(AIDS) , ##ffi3l£^?EitJl8? (TEN), 
B*BU6ffi&e>tfK:#lItt££fiJS (GVH) , 

SBMUH, MS, #£*&tt£jfofc >f>^U>ft#tt«iR 
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mm: 



[«*H3 



[ft 13 




l 
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[tsjEmmi 
mm**} 



#8tA 

000173762 

rfrH*M 4 T @ 4 # 1 # 

#BHBAffi«tF*fc£flBfcffi 

598023997 

^5£mA^rp±^BT 1TB279-1 



1 
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fit M A 



ftM** [0 0 0 1 7 3 7 6 2] 

1. ^OS^JIH 1 9 9 5^ 4H14H 



i 
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ffi m A 



»B!I## [598023997) 
1 . B 1 9 9 8^ 2^230 

ft ffi *tiJR*£tff±^lfriTB2 7 9 -l **ffttlt*4 0 



2 
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